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S^^-To ) cn'tt. $JiSKSlf#:o*;p^+->;i/S Th^^Tfi^f s^ttckD, fcs* (d) 



[0 04 9] 



(11) 



#M¥8-2 6 8 8 9 0 



19 



20 



* Mfc.3 0] 



Et 2 N0C 



(C) + (D) > R 1 1 




BttNOC 





(II) 

[0 0 5 0] HW, R 7 .R 8 ,R 9 ,R l0 ,R I1 ,R I! ,R 1> ,R M ,M K^WTM^fntt, 

e R^Ettt, sMB**fcp3ii;asft-tn-fn*-r. ] t* . . [o o 5 n 

3n*J:3fcR*attS;Lil;:«fcD. ±BHR* (ID Wb3 1] 

COtH CONBt» CONEts 



(MeO). 



Br 



(MeO). 



(MeO). 



CO 



MeO 



MeO 



MeO 



(OMe). 



(OMe), 



Br 



(KO).B 



— (OMe), 



[0 0 5 2] MeRr«EtttflWB««K:Hi;SS* [0 0 5 3] 

hSflJ&to (O, (D')fcfflK K«a 



CD") 



(12) 



8-268890 



21 



(C')+ (D') > 



22 



MeO 



(MeO), 




-(OMe). 



(OH), 



Et,NOC H0> Y^S 

yj . 

(HO), (HO). 
(0 0 5 4] Me, EtRtfnttjnlfa£8l;:|W|i;& *znz>jjmz&-oTb&m-%zttf-i!2z>. 

£*T. ) TgSnSS&fcfr^tKckD, SflfB-JS [0 0 5 5] 

fc. -«sc (id rmnzitsmmTcDRfcizrik* 




C0 2 H 



CONEti 




CONEti 
^ .B(OH), 



R" 

(E) 



McO 



McO 



Br 



R' 



R'° 

(F) 



[0 0 5 6] (SW. R 7 ,R 8 ,R 9 ,R 10 ,R 1I ,R 1 ?,R 1S ,R M ,M 

e &z>*Et«. wfBjg*fcNi;a*-tn*n*'r. ) 

££fc«fcDfc£* (E) £8, ;*h*->^>-t?> 



R' 



V 



Kiii#ftADy>ft-r5!itc±o. -fb^fe (f) s# 

SlgTcfcS, C©«k-5KLT#6nfcft^tt (E) , 
(F) S&TOfifcSC 
[0 0 5 7] 

Mb3 4] 



(13) #1^8-2 6 8 8 9 0 

23 24 

R 7 




R 1 1 



[0 0 5 8] R 7 ,R 8 ( R\R 10 ,R ,l ,R 12 ,R 13 .R 1 <,M ^WJStwl, 

e RtfEtti. Megftcn css-tn-en^-r. )ti ai [0059] 

Sn*J:5fcR*3'tt5'itCJ;»3. ±I2-)&5*; (II) Mfc3 5] 




(F 1 ) 




[0 0 6 0] Kf. Me, BtKl/Cn»MISIdli:ni;il 

sc (id ic{a*sn*ft'&»*itai , r-6j:t*»T**. 

[0 0 6 1] 

UK 3 6 1 50 



(14) 



®M¥8-2 688 9 0 




26 



[0 0 6 3] '-m, (HI) 
[0 0 6 4] 
[ft 3 7] 

R 1 7 R" 



10 




(III) 



[0 0 6 5] [5S+. R' 5 ,R' 6 ,R".R 18 ,R ls &tfR 20 «. 

[0 0 6 6] 
[ft3 8] 



O^OBt 




[0 0 6 7] (5S«f< R'».Ri«,R",R 1 ».R ll ,R" RtfEt 



[0 0 6 8] 
[ft 3 9] 



(15) #1^8-2 6 8 8 9 0 

27 28 




[0071] rmn%i\:e;®)te£$:mm.?z>zttfr 

50 



(16) »H¥8-2 6 8 890 

29 30 
[0 0 7 2] \Zn$2nZfc£®> * [0 0 7 3] 

R" Y' 




[0 0 7 4] «<f«. R 17 ,R 18 ,R 19 fttfR" tttdlBSii ^f;i7^5fc£tl£©MT£I@££t?&©T;&5. 
fcRUSS, XJ4 NXttCH£, Y' ,Y 2 ,Y 3 &tfY 4 20 JWfrflfctt, E*5$ 

^XttfflE©-&±0fi»Se#l,T^Tfc«fc^SSl [0 0 7 5] 



MeO. OMe 




[0 0 7 6] K4>, MeRtf XttfflJgHSIIfcRUSSj* 
[0 0 7 7] 

HK4 31 5/? 



(17) 



6 8 8 9 0 
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[0078] Tmnm&y>>£i.£i>mm-iii&?&5>. 
[0079] -^sc(iii) c-a-^sn^^^ 

[0 0 8 0] 
Wfc4 4] 




[0 0 8 1] T^^n^TUBR^^J^, ^*Srj!CJ;D 

[0 0 8 2] 
Mb4 5] 



32 



10 ■ 




[0 0 8 3] (3^ MeteffifB£lgt^i;S£*-f. ) 

20 [0 0 8 4] 3 6K> (IV) 
[0 0 8 5] 
Ut4 6] 



B" 0 




(IV)- 



nil 

[0 0 8 6] R^.R^.R^.R^.R^JOT 6 ^ 

[0 0 8 7] ±m<DKi&\z\t, 'm\z^^mmz^m 
Gmz&^xm®m^t>tiz>>&mmts.z*m^T%& 

U m%fc>>i)lJ>f)\s%t\Z&r)t)7&>7U-?htf77-l 

-® \z ck o T%mz <fc D *HK&Sii&S£& fc #-r z. 1 1> 
[0 0 8 8] *«MC«*ttCS!IIBtt*joa4attfi« 

©e*. m tt»i, #s. *aoaa*c 

40 <];»)&£$#, XftAAl B*3£9 lmg~5 g*e&t>, 
[0 0 8 9] tn6«3Wfl5tttJl»fflV>6n*R»a. 

»^», rn^m. aeai, «««mtl«. RrtfcKfcj: 
[0090] ^n^ro/s»itx«, nittttt 



(18) 

33 

t) , IXtW UUXT^fy^FrXik 5 
UX?>8H7:7"atMI,fct*) , OT7>)l/n-;i/ (-irh 

xx7'j;P7;i/3-;u. ^Axjmi/a-Mct) , 
Ua>« i"Ja>«t, ftffiSttftJ (#Uf*i/X5f 
l/>IifJteSgX7<5Mk VJI/k'^>flg!6^XXx;k 
■fe'J >»I6»XX"rJk 5}>u^->xg l ^>v;wtf^> 

X^U>^'J^-jk #U t'xjVtfaU FX ;*7MHr 
;up-x&t) . 7)V?-)i (x^y-;k -f vJuk 
;-)W*& , £ffi7jm-;P (^U-fe'JX TWl/ 

fct) . (:7>3-x, >>3»fc£) . $8«8®# (ft 
fr'i'B^SXtfAV^S/^A. dr^g?7 
^XtfAfct) . »H*fcE««ifctf&n*. pHIl 
©fcofctt. Oft*. U>g&fct) . ft«8I?©7 

HJtfAfct) . *T8t$ (fHMBHitt. 7X> 

at. *mii& , #«©7;i^u&fsm (fx>sit 
factor**. 

[0 0 9 1] '*KKWOfffflj»*Kill/TjiE'<ntf, * 
»»WK*^<5ft^«tt, I FNt&fcSWr&fcffrfl* 
*xXAKX"3£, ffiCMfcf£ffl££f S. *3S?B# 
•ttHCV«€r?O«RR(iftB»r*i:fcK:J:0HC 50 

[0 0 9 2] ^«(D90%^±<DmRNA-CK, 4 0 
S U #V-/»jW5* *SfS©* * v 7WKfifc«£«. 1 Sffl 
H A U G * T»A l/TMR* Httf * + f v ^tt#.ttS 
UfrU #'Jf ■MJPxs&i© 
t f s tf 3 ± -M ;vt.)S© 9 -f ;ut, y y a 147? a 1 * 

fl8IR4Btt (5'UTR) S»oTl>4 (#U f "M^XT 
\W) 750JSS) . SStfUTROttttSSlOAUG 
jW?*EUT*D, HCV-RNAOffUTRfctt 340j|[ 40 
JStfi<, *©>H;:tt2~3fi©AUGa*#«El/TV> 
5. ^n6fl)»>-f;UXIC*ttS«aRtt, 5'UTRCOflSjg 
!&W$4$l(prokaryote)©Shiiie-Dargano 6E?!l©«fc 5 £ 

y#y-A©B»fcM#f*««T. f &*>%u#y- 

MfiS UTR©rt(ISSB«UTWJfiT*lDternal initi 
a t i on i v» 5 * * y ^*(tt¥tt ©fr&ft * * xX A \z <k 
DfrtottSE&tffca^Tv**. HCV-RNA5'UT 
R©*|ji±©1MRtt, **y7*tt#ttSeK£jfc«fcDt> 
internal initiation Sff imRNAOtCtifi^t* 



#l¥8-2 6 8 8 9 0 

[0 0 9 3] t£3T> *ffl«©Hfflm *4lltt Ou 
ssiaea suffruticosa. , tt» 

W W«r»fc * * xX A < tit C Hff#8J 

■So 0!I*.14\ Human inununodeficiency virus (HIV) 
floaaRW*d:DNA#'J^9-1?©|jStt«)Mll!, "79 
X©«©8*©ailM. *©ffiffi«m ta* tff^ffl, St 

*X7^BRl«-©«§*W*:tt, tf'OXroJiJaiieK* 
V>T, U#y-A#RNA&B«f *8Mfc (internal r 
ibosome entry site ; I RES) SlftS^iCJ: 

[0 0 9 4] £HTt*55Wfc^*»S<b^«©lia^»« 

•5. 

TE*ftfc«fcDX5y»Rt;*©«»#©I REStt* 

a 2 icsf „ 

[0 0 9 5] <-f >tfha • h5>XU- ->3>K:<fcS 

e s&#w«Rn»T*iBiPffitt©ai«ft> 

1) /ts/^^7>H©fi*tt(Capped-globin mRNAfc 
I RE S -HC VmRNA*<AoTV>fcV>tt& 
t) &A«tttt 

aeiia^©^ige, mRNAW^c^s^^Jo 

6^i;©SlfT^hy^tfct)©"C, ATP. GTP, 

■r-M, 7si)Vs.>vaM.mtf$£n5) . Mg.(CH 3 co 

0) 2 . CH3COOK , 35 S^^x>»ifSjiA4*fcR* 

«fcge*©»Rtta£jn*.sj:i&<, ^±E9^©r 

RL (">-9-^»itt*jW*«Jlll*, >>-y-^ic7xx;i/t H 

T30*C, 50»-f >+a^— >3>1'S. CdTte. 
mRNA^ftLft^rot, ge©»R»4^<fiil6ft 
/ty2y?«7>F©RJfc2:l/r, flU»CffiRS« 
«tHn*Ht*t»*. CCT©M "A" tf*. 
[0 0 9 6] 2) positive3>hD-;UtUT© (Capp 
ed-globin mRNA&SWSI RES-HCV mRN 

?X^-*ff/I'. Mg(CH 3 C00) 2 . CHaCOOK . 35 
fx>t. capped-globin mRNAXttl RES-HC 
V mRNA«HAattfcfi««lC3V»T, ±121) tH 
^ICH^tt b^c. JlCTttmRNA*t#ftbT* 
r), WXnTV^-t^©T)xlS*t 100%ttffLT 



(19) 
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36 



"b" tbtzm, zznonmmKm "c ub 
ftt>A&mm\wz.mt?3.z>o c=b-a 
3) &tfm<Dm.%%&zn,z>u® 

V7^-*^fJk MgCCHsCOOh , CHsCOOK , 35 St? 
t->t. capped-globin mRNAXISI RES-HC 
V mRNAt, &®MZMAimtcELjfcm\Z-D\*T, * 

B&gffitt (% of inhibition) = (1-E/G) X100 
mRNAt LTcapped-globin gl * [0 0 9 8] 

oblnK&t"5IB£i£D, 1 RES-HCVftflJMi« 10 [^2] 
^ttHCVK*tt"*ffl«fiHtt»:<5. * 



* ±i2D kmm\zm&m%hit. 
[0097] ^^T#e»nfegeK-&^s^ffl* "d" 

*©f8iR£«t "E" ttD*>&A£gL5l 
1"&fe"&, E = D- A 





ftIRESjg&&>8ft& 


GlobinPig^M 


IRES-HCVPfl^tt) 




22 


45 




-10 


30 




-33 


47 


<fc£fc3 


-21 


70 



[0 0 9 9]gtk rGlobinlS^$j \tifu\£>a)** 20 
y7tt#ttfc»»?©HSf*S*U TIRES-HCV 
Pl§^j ttCSlffjfe^'fJ^© I RESttffWttWR© 
H«*€*"r. *fc. fc-&ttl~3ttKT©«*5ST?£ 
$n^fc©T^^.o 

[0 10 0] 

Hb4 7] 



JO 



1 



OH 




OH 




<t*tt 2 




HO. 



HO 




OH 



Oil 



5(7 



[0 10 1] tot, *B*WlC^Sfl;^«tt, I R 
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[0 10 2] 

0SJ4 1 1 H-NMRX^ h 7 AlJVarianttF T NMR 
(400MHz) -CMfcUfc. £&, *BSB9ifc*>fr*fls£*© 

Steffi v^n^>liWI:-&ii)©K^J i b^'ti:T^-r. 10 

g, Actt7-fe?;HS. Bntt^>5?;iaSf*-r. 

[0 103] gjgffU 
N, N-jSX?)l-3-*h*i/^>X7S.]i 

[0 104] 

Hb4 8] 

CONEti 



20 



OMe 

[0 10 5] 3-^ h*v£B#® 5.0g£HPX> 1 
OOmlfcBSJS*, ifilt^XJP 4.4ml t*J*?-fr*frk 
7 5 H *ft««TF bfc. 60t:T3. 25I^IB)ftm 
T&aH-fc. ^Oig»:fb7tHn77> lOOnlt^ 
> 6.8b1*JbX, %WZT45ftfflmWLTz 
ft, S6lCS>Xf t /Kr3> 5. 7ml £jjPx.> -RSilfcT 

*X^3fi) fc«fcb*S»U SHft-&*4.0g 0R*58 
%) SilMKttibTflfc. 
[0106] • 1 H— NMR(CDCh) <5 ppm ; 1. 08-1. 2 
3(6H,m), 3.19~3.28(2H,m), 3.42~3. 58(2H,m), 3.78 
(3H, s), 6. 83-6. 94 (3H, m), 7. 26(1H, dd, J=7. 7Hz, 7. 7Hz) 

N, N-^X^-2-^P^- 5-^ h^->^>X7 

[0 10 7] 40 
MC4.9] 



CONEti 



Br 



[0 10 8] N. N-S?X3MV-3-;* h*v^>X7 
5 h* 2.0gfc»»20inlfc8*IU *#T, ^0. 55ml 4 x 



55 



jb-&»2.60g MW94X) ft«ltt«tl/Tf»fc. 
[0109] • 1 H-NMR(CDCU) <5 ppm ; 1. 07 (3H, 
t,J=7.1Hz), 1.25(30. t,J=6.2Hz), 3.05~3.10(2H,m), 
3.22~3.37(lH,m), 3.78(3H,s), 3. 78-3. 83(lfl,m), 6. 
74-6. 79 (2H, m) , 7. 40-7. 44 (1H, m) 

2, h=fr->7xxM;9a 

[0 110] . 
Mb 5 0] 



B(0H) s 



OMe 



OUe 

[0 111] 2, h+v'7*a^>-y> 1.0g 

51*f h7tFD77> 5.0«lfc*«PU 
T, -78"CC»3JIl/fc. d©jg^tn-7*5 1 ;i/U5 1 '7A 
© 1.6MM 1 tf>ilM*3.17nl£«TLfc. -7ffCfcT40 
Wim MJ* h*v#7>1.57ml2iD;i, (0 
o < 0 fc£i&ST#ffl;£U\ -BfcHSftLfc. *$T, 1 

bfr. Gm®*mi'&mfc\zTfo&u m^m-??* 
*sVk\zx$iim, mwmb: wHtetto.94g«ft 

fifcftiLTfcfc. £©t>©«»tS£<h;S:<, &© 
[0 112] gjfigH 



2 - i^X^)Vtl)WW)V- 2 ' , 4 , 4' - m ;* h*-> 

b'7xx;> 

[0 113] 
Hb5 1] 

MeO 



CONEti 




OMe 



[0 114] g^H^LT, A<?3>»7A^r-5*XHJ 
7i-MX7<> 145mg£>>* b*->X* >40ml K«f 
ffU *©>f"\N, N-^Xf)P-2-7'Dt-5-/ 
h + v^>X*75 H 685ng©5?;* h*->X? >ig$£Jn 
A, SfifcTlPWMWl/ft. ^©ft. C<0»«C2, 
4-Wh+'/7i=)l'*'>l 940mg<Z)X^y-;U (6 
ml) 4.2ml©2MRR**^hU"7A*«aES 



(21) 
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M:£D»iHfcLT, 320mg 0R*39X) £ 

[0 115] •Ht£;98~98.5'C 

• 'H-NMR(CDCl3) 5 ppm ; 0. 82(3H, t, 1=7. 2Hz), 
0.83(3H, t,I=6.8Hz), 2. 64~2. 79 (1H, m) , 2. 86—3. 00 (1 
H,m), 3.08~3.22(lH,m), 3.66~3.78(lH,m), 3.72(3H, 
s).3.80(3H,s), 3.83(3H,s), 6.46(lH,dd, J=8.4Hz, 2. 5H 
z),6.48(lH, d, J=2.4Hz), 6. 90(1H, dd, J=8. 8Hz,2.4Hz), 
6. 92 (1H, d, 1=2. 5Hz) , 7. 20 (1H, d, J=8. 8Hz), 7. 26(1H, d, I 
=8.4Hz) 

mmmi 

3, 8-^b HP^r->-6H-^>7 Cb, d) \Lv 



6-*> 



[0 116] 
Mb5 2] 




[0 117] gmnWRT* 2-'yX^)Vtl)in^)l 
-2' ,4, 4' - h'J^ b**s\Zyx~)V mw%&yki? 

2aa*$>>m\\zmm#> -78°c\z$iMLrz. z.<d 
u raft^M)78« (W37%) sjsatbTUfc. 

[0 118] -MA;>300t: 

•'H-NMR(DMS0-d 6 ) 5 ppm ; 6. 70 (1H, d, J=2.4Hz), 
6. 79(1H, dd, J=8. 6Hz, 2. 4Hz) , 7. 30OH, dd, 1=8. 8Hz, 2. 7H 
z), 7.49(lH,d,J=2.7Hz), 8. 00(1H, d, J=8. 6Hz),8. 10(1 
H,d,J=8.8Hz) 
• MS (FAB) ;229(MH + ) 
15 



N, N-yX^;|/-2-^h^M>X75H 
[0 119] 
MIS 5 3] 

CONEt, 

OMe 



10 



20 



[0 12 0] 2-*h*->j?JMM8 5.0g&HPX>70 



50 



40 



40 



filLfc. JI0**fcy-h5kKD7?> 100ml tylf 
;W75>12.5ml&JPA, -«6SStCT«i^b7c. KfSig 

A^Dvb^77^- (A+-y->-gtitx5 1 ;^) Ccfc 

D«f«U *EflS^«j4.3B 0K*63X) 

[0121] • 1 H- NM R (CDCh) <5 ppm ; 1. 02 (3H, 
t,J=7.1Hz), 1.23(3H,t,J=7.1Hz), 3. 13(2H,q, 1=7. 1H 
z),3.48~3.64(2H,m), 3.81(3H,s), 6.89(lH,d, J=8.4H 
z), 6. 96(1H, ddd, 1=7. 5Hz, 7. 5Hz, 0. 9Hz), 7. 23(1H, dd, J= 
7. 5Hz, 2. 0Hz) , 7. 30(1H, ddd, 1=8. 4Hz, 7. 5Hz, 2. 0Hz) 
SBjiflJ6 

2 - vx^jkftji-n'^JP- 3 h^->7xx;^7 

H 

[0 12 2] 
Mb 5 4] 



(HO)iB 



CONE 1 2 



OMe 



50 



[0 12 3] S*gffl&T, xh7^?^X?Ix>-77 
5 > 4. 3ml St*f h7tHD77> 130ml \Z&ML, 
-60 , C(C?&aibfc. S-^HJ^A© 1.3M->^D 
^*U->*«22.2inH£«)o<0«rTt&a, -60t:iCT 
10#ffllK#L7c. ^OflSatfcN. N-$?X3MU-2-* 
h=^->^>X75H 5.0gOf h7th'D77> (13m 
1) »*S«TUit«. -65lC{CTlNfW8!^l/fc. £ 
O'^hU^ h*->#7> 7.5ml^JPA. $o<"9i:£ 

iasT#ta$-&, -««#i,fc. *»t. iNJ®gg£ i 

*&->U*yjP*5/»^n , rhy57^- (A+iJ->- 

5.2g QR*85K) £«ltt#l<kLT'#;fc. 
[0 124] §gjifl|7 

2--7x^;i/^;i/A , ^-i , ;i/-2', 3, 4' -nj*h* 

[0 12 5] 
Mb 5 5] 

HeO. 



OMe 



[0 12 6] S^Uffl^T, ;^y9Afh7^h'J 
^xX^jftXVW > 286bk£> ? * h*S>X* >40ml f; 





CONEt, 






OMe 
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/, -£©^2, h+v^D^^>1f> 896 

{C^E^ti Dt#^nfc2 -^X^JWJJWW )V- 3 
h + ->7x-Jl/^'>K1140iiig(DX3'/-;l' (6ml) 
2.3ml©2MES®7K?ii:hHJ7A7K&$£» 
9^iD^jiRtb^, 9P§ffl&, ^r/^Th7 

*X h'J7xX;l^X7^ > lOOmg&iO;!, $ ?> ('201$ 

;i/^) l~J:9*ii§iU ^fBjb-&» 500mg (1R^32%) 5 

(0127) • 1 H-NMR (CDCls) 6 ppm ; 0. 73(3H. 
t,J=7.1Hz), 0.89(3H, t,J=7.1Hz), 2. 66~2. 82(1H, m) , 
2.86~2.92(lH,m). 3. 13~3. 24(1H, m), 3.72(3H,s), 3. 
76~3. 88 (1H, m) , 3. 81 (3H, s) , 3.84(3H,s), 6. 46~6. 50 
(2H, m), 6. 88 (1H, d, 1=8. 2Hz) , 6. 93 (1H, dd, J=7. 7Hz, 0. 9H 
z), 7.24~7.34(2H,m) 

%MM2 20 
3, 7-yk Hd^->-6H-^>7 Cb, d) \Lv 
>-6-*> 

[0 12 8] 

[ft5 6] 




[0 1 2 9] gm^mfSTF* 2-^X9)Vtl)Vn^)V 30 
-2', 3, 4' - MJ* h^->H7xXJl/ 500mg£teK 

©ffi®^t-z^b^7^ro i m -7? □ a * 9 ymm. 6. 6 

ml£;bP7L l$o< Ogi&HJIi&U -SftlSftUfco -78 
KTWltiiU #$l£fi&ft:ft!fi7Kl;:Tffi#U «E*fittt. 

ZftifktLTmz, 40 
[0 1 3 0] ■ 229. 5-230. 0'C 
• 1 H-NMR (DMSO-de) 6 ppm ; 6. 77 (1H, d, J=2.4Hz), 
6. 85(1H, dd, J=8. 8Hz, 2. 4Hz) , 6. 96(1H, d, J=8. 4Hz) , 7. 6 

8(lH,d,J=8.0Hz). 7.75(lH,dd,J=8.4Hz > 8.0Hz). 8.11(1 

H, d, J=8. 4Hz) • M S (FAB) ; 229 (MH + ) 

2 -70^- 6 -* mr->7x/-;i- 

[0 13 1] 
Mb5 7] 

50 




[0 13 2] t-7^75>34ml^h;l/X>1200mlH 

mmh. -3o<ck:&£pu zmm^xm 8.8oi&tt 

20g<Di?2ua*?> (100ml) ^?SS:10»PiflAHtT^T 
Lit. «J>o<D£iB$-C*M&Sl*, 5l$Mft# 

Lit. RfoUGmzX-T-lV 500ml fcJOA, 1NIK, 

MJEtSffi-T^i. Sf2fc£#Jl6.5g (1R$50%) Sr@#: 

[0133] -'H-NMR (CDC 1 3 ) <5 ppm ; 3. 90 (3H, 
s), 6.75(lH,dd,J=8.2Hz,8.0Hz), 6. 81(1H, dd, 1=8. 2Hz, 
1. 4Hz) , 7. 09 (1H, dd, J=8. 0Hz, 1. 4Hz) 
S}j§01l9 

2, Z-V* h=fr->7a^>-g>©£-$ 
[0134] 
Mb5 8] 

Br 

OMe 



^v^OMe 
[0 13 5] 2-7*0^-6-^ h*->7x/-^ 5.0 
g £ ;* * J -JWOml fdg^U BSKv'^^k 4. 1ml i# 

gg^^u^A i.7g^DA, 5mmnfmffivrc. sjs 

AtcT^m MESii®L/co £'>u 
;i^) mzofflsst, mints® 3.3 g «62%) £ 

[0136] -'H-NMRttDCh) <5 ppm ; 3.85 (3H, 
s), 3.86(3H,s), 6.85(lH,dd,J=8.4Hz,1.2Hz),6.92(lH, 
dd, J=8.4Hz, 8. 0Hz), 7. 12(1H, dd, J=8. 0Hz, 1. 2Hz) 

mm\i 0 

N, N--7X^;W-4-^ h^r'y^>X75. H 
[0 13 7] 
Kt5 9] 

CONBts 



OMe 

[0 13 8] 4-* h*->£m#$10g£ h;UX> 140 



(23) 



#P¥8-2 68 8 90 
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$F4SIITIL 60C7«2*IIHft#ft. 3fi*T» 
2Jbfc. HO*J8cfcf h5tH075> 200mltyx5 1 
^75>25ml£ft];L -ttSflfcTtttfUfc. 

8SU *lBfls««14.1g OK*:JgSW) 
bTftfc. 

[0139] •'H-NMR(CDCli) 0 ppm ; 1. 00~1. 6 
0.(6H,m), 3.20~3.65(4H,m), 3.81(3H,s), 6.88(2H,d,J 
=8. 8Hz), 7. 33(2H,d, J=8.8Hz) 
II 1 



2 -iSX^frtUMt-VV- 5 -jt h^-/7x^» 



[0 14 0] 
Hfc6 0] 



CONE t : 



(HO)tB 



OMe 

[0 14 1] SSfgnaT, xh7^^x?^>v7 
5 >4. 18ml ftfekx h 9 1 F n 7 9 > 150ml lc jg# U 
-60'CfC^bfc. S-^Jl/'J^A 1.3M->7D/\ 
>»JK27. 6ml &10»M^»t T«T bfcft, -SOTC (C 
T10#|B)lft#bfc. t©*«CN, N-VX5FJU-4- 
;* F*v^>X7^ F 6.0g©xh9t Fn79> (15 
ml) »*$15»W]!W*T»Tbfc«. -teWZTttftm 

l$o< f9i^®*T#S$-a:, -lft»J*b&. *ftT> 
lNtt»«P*., pH5fclfc«. £j&S£tt&tt£Eft 

[0142] smmi 2 

2--7x^;i/^;PA-^-fjl/-2', 3', 
g7xXjP 

[0143] 

Mb6 1] 



CONEt, 




OMe 



10 



20 



30 



44 



[0144] ^mmm^r, /^j^axF^xmj 

7irjV*77-{ > 532mg£*7;< F4^>X77 270mltd 
-?-©4"\2, 3—7;* h^v7'Dt^>if>3. 
33g£iD;t, 3fifcT30#KllJ!#b&. £©$ 

mzm&fo\z&y)%t>ntz2 -^x^-m^n^ )v- 

5-*F*~>7xx;|/*«}$©X7/-;V (16ml) &ft 
<!:, 15.3ml©2M^7KSth , J , 7A7K^SilO^ 21 

HTfflHiU *«16ffiP*«*l:Tft#l, 8S*6ft!SS 

*y;u*9A^ovi>y77^- (m^-skx?- 

m) fc«fcD««U «Gft^«2.81g (rgpgiR^30 

%) zfommtLxmrz. 

[0145] • 1 H-NMR(CDCls) 6 ppm ; 0. 83(3H, 
t,J=7.1Hz), 0.95(3H.t, J=7.0Hz), 3.20~3.80(4H,m), 
3.74(3H,s), 3.84(3H,s), 3.89(3H,s), 6.86~6.94(4H, 
■) , 7. 01 (1H, dd, J=8. 0Hz, 7. 6Hz) , 7. 29 (1H, dd, J=8. 4Hz, 
0.4Hz) 

mmm 1 3 

yk'7i^ 
[0 14 6] 
[ft 6 2] 



CONEU 




[0 14 7] S*»fflSlT, 2-^X9MJ)Vn^)V 
-2', 3', S-FU^F^t^xXJP 565ng£4g*i? 
7 n a * 7 >l2ml CMS $ it. -60t:ic:^3bfc. £© 
BWKlCHJWbtftf*© 1 M-77 o 7 >jg«7. 96ml 
ft**.. (})^<0Ml:#fiL -ttftttbfc. -60t 
CftSIU ^7y-;l^5mlftJPAfe^ gSK:#®U 
• 1 NJfiK&itlA. pHftlfcbfc. *S£'77aD/7 

KT^v7Ai;r^m M&mmtzt, mats 

m 493mg (JR$ : £*M) £HfcibTf§&. d©fc© 

[0148] • 1 H— NMR(CDCh) <5 ppm ; 0. 90~0. 9 
9(6H,m), 3.01~3.07(2H,m), 3.20~3.50(2H,m),6.60(l 
H, dd, J=8. 2Hz, 1.6Hz), 6.72(lH.d, J=2.4Hz), 6.78-6.9 
0 (2H, m) , 6. 93(1H, dd, 1=7. 6Hz, 1. 6Hz), 7. 10(1H, d, J=8. 2 
Hz) 

warn 



50 



4, 9--7b FP*->-6H-3M>»/ Cb, d) tf? 

>-6-;fr> 

TO 1 4 9] 



(24) 

45 

Mt6 3] 

OH 




OH 

[0 15 0] 2-'JX^)lf))V/^)V- 2\ 3\ 5- 

mt&m i50mg^#/to mfozm&m&is, sss 

*>-**/-;!/&) t£<kD*SKU $fE*t£^ 115mg 
fcfctJItLT'fl*: (&fHX$71%) „ 

[0 15 1] • BJ^ ; 110~112t: 

• 1 H-NMR(DMSO-d 6 ) 5 ppm ; 7. 02 (1H, dd. J=8.0Hz, 
1. 2Hz) , 7. 06 (1H, dd, J=8. 8Hz, 2. 2Hz), 7. 15 (1H, dd, J=8. 0 
Hz, 8.0Hz), 7.54(lH,d,J=2.2Hz),7.56(lH,dd,J=8.0Hz, 20 
1.2Hz), 8.10(lH,d,J=8.8Hz) 
M&Ml 4 

4-b Fo^y- 3 - / h^&Bgi&x^JknXx^ 
[0 15 2] 
Ut6 4] 

CO.Et 




50 



[0 15 3] 4-t HD + ->-3-^ h+^SSK 
5.0gSrX^/-;i/50mlC^fl?b, 1 g £iPA. 22 

frtsykVU^YVyU- (A+-y->-»^x^JU 
£) CckOJfSIU $fE{b£^4.9g (W85SO Sffi 40 
LT^fc. 

[0154] • 'H-NMRttDCls) 5 ppm ; 1.37 (3H, 
t,J=7.0Hz), 3.94(3H,s), 4.34(2H,q, J=7.0Hz), 6.07(1 
H, br-s), 6.93(lH,d,J=8.2Hz), 7. 54(lfl, d, J=2. 0Hz), 
7.64(lH,dd,J=8.2Hz,2.0Hz) 

4 -^>>W*'>- 3 h^vSmSitX^XT, 
[0155] 

r-fh 6 5 1 50 



#M¥8 - 2 6 8 8 9 0 

CO.Et 




OBn 

[0 15 6] 4-tKD*v-3-* h*->£,EtgSX 
f;HXf^ 4.9g^7-feh>80mlt^b, ^>v)V 
7*D$ F3.60ml<hM$#U9A10.8g£j!)I];l> 3R$Mfli 

/t. lNJiKsaD^.. x— TMzxmmh. ^®m*m 
m&wmhtz. #^n^a^-&'\+-it>-E?iijx 

-x)HlTift#U ^f3<b"&^5.02g (1R*73%) 

[0 15 7] 78.0-79. 5*C 

• 1 H-NMR(CDCh) 6 ppi ; 1. 37 (3H, t, J=7.0Hz), 
3.94(3H,s), 4.34(2H,q,I=7.0Hz), 5. 22 (2H, s),6. 89(1 
H,d,I=8.4Hz). 7.28~7.43(5H,m), 7. 56(1H, d, 1=1. 6H 
z),7.61(lH,dd,J=8.4Hz,1.6Hz) 

mm 1 6 

4 -^.>^)vt^>- 3 h^zmifc 

[0 15 8] 
Ub6 6] 

C0,H 




OBd 

[0 159] A-Oi/)Vt*i'-'S-* b*v£I,# 
mx^JVXX f-)V5. 02 g £ *? * ?)V7s )l>** i/ H90ml \Z 
^lSmlt^^h'J^A 4.0g£Jn*.. 100 
t:(;T16^Fflj§^tfe. HJS?I£©£*#T. 1NM 
$»ApH£l tt. g^X^MrTfflffiU 

^EEsarrst, *if2{b£% ok^:£4W) 

[0 16 0] •Mj&:173.0~173.5C 

• 1 H-NMR (CDCh) 6 ppm ; 3. 95(3H, s), 5.24(2H, 
s), 6.93(lH,d,J=8.4Hz), 7.28~7.46(5H,m),7.61(lH, 
d,J=2.0Hz), 7.70(lH,dd,J=8.4Hz.2.0Hz) 

mmm 1 7 

bfX- C4- (£j>j?M±>0 -3-*h*->g&# 

m mm 

[0 16 1] 
Mb6 7] 



(25) 
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0 0 




OBn 



OUe OMe 

[0 16 2] 4-Oz?)Vttis-Z-*Y*i- 3 s$ZgM 

m 700mg£l,. 2 -i?*nDX*>10ml & 
flS^:*=;W).2talSiO*., 60'C{CT 3. 5P#Klf 

*>5W:**5'- 3-* f>*S/£J.#g? fOOng&f-h? 
t h*0 77>12mHC^L, h 'J X?)17 5 >0. 40ml £ 

max, m^xmmbtz4-^>y)i-t^-5-^b^r 

*Efl2^«1456w (SttW) *«H#tl/T#6nfc. ft 

sttfcBft atom- s n t£< , *oastfflv»fc. 

[0163] • 'H-NMRtCDCb) (5 ppm ; 3. 95(6H, 
s), 5.25(4H,s), 6.93(2H ( d, J=8.4Hz), 7. 30~7. 46(10 
H, m) , 7. 63(1H, d, J=2. OHz) , 7. 69 (IB, dd, J=8. 4Hz, 2. OHz) 
gli 1 8 

2', 6' 4" -y^h^T-feh 

7x7> 

[0164] 

Wb6 8] 

OH 0 




[0 16 5] 5-* h*->WvVl->^--M000nig£'77 
UU*9> 150ml fc**U -5tfcft»Ufc. 
Ilif^^OA^DU H(lV)oiMy^no^^>*«t 
7. 85ml 5.5l$|BJtt#l,&. -lift 

-20t:{rKfiLfc^, Ej&ffl£ftfc*fciN«a«iin 

4ft 772mg (IR*51X) UTfcfc. 

[0166] • 1 H-NMR (CDC 1 s ) 6 ppm ; 3.40(3H, 
s), 3.75(3H,s), 4.62(2H,s), 5.92(2H,s) 

mmm4 

4' - {^y^)V^y) -5-bHa^->-3, 3', 
7-HJ*h*->7 7#> 

[0 16 7] 

Mb 6 9] 



48 

OH 0 




[0 16 81 2', 6' -v J fcb*n*v'-2, 4' -V* 
10 h+->7th7i;> 202mg, tfX- ( (4-^>j;jl/ 
- 3 ht->$IiS) H*«1005Dg. &tf 
4- -3-^h*'>56fJft#tt^-hU 
<7Affi 301mgCD(g-&ifeS:MJIT. 180-185 < CilT3Bt 

(A*-y->-g^x3MWj%) fc«kD»»U S 
$)£X?/-;V 3.0il£JftffU #Rfb*'J«7A©10% 

x*/-MMK*jn*., gsstgffl&T, 3o»wjdihbb«e 

"LB:. lN8K«2ilJn*, 7PP*JkMCT 

-;WR) IC^DMSU $tBfb£ft38mg OK* 9.2%) 

[0 16 9] • 'H-NMR(CDCh) <5 ppm ; 3. 86(3H, 
30 s), 3.88(3H,s), 3.98(3H,s), 5.22(2H,s), 6.36(2H,d, 
J=lHz) , 6. 44<2H, d; I=lHz) , 7.00(lH,d, J=4Hz), 7.30- 
7. 48 (5H, m) , 7. 66 (1H, dd, J=4Hz, 1Hz) . 7. 72 (1H, d, I=lflz) 

4', 5— 7bFP*y-3, 3', 7-HJ*h*->77 

[0 17 0] 
Mb7 0] 

OH 0 



40 




OMe 

[0 17 1] 4' - (^>i?)V-t^y) -5-tHa* 
->-3, 3 , .7-hU^h*5'7 5#>38igSX^/- 
' MOilfcBSS-B:, 5X/^5»7Ail8iSttftl0g©# 

5(7 -fe^f KMtiSL. X^y-;l/J5fe#L. jH^^MFP©^ 



(26) 
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50 



% 5.5mg (JR*1SX) StefltbTftfc. 
[0 17 2] ; 169~171 < C 

• 1 H-NMR (CDCh) 6 ppm ; 3.86C3H, s), 3.88(3H, 
s), 4.00(3H,s), 6. 04(1H, br-s) , 6. 36(lfl, d, J=2. 4Hz), 
6. 50 (1H, d, 1=2. 4Hz) , 7. 05 (1H, d, 1=8. 4Hz) , 7. 67 (1H, dd, 
J=8. 4Hz, 2.0Hz), 7.70(lfl,d,J=2.0Hz) 
• MS (FAB) ; 345(MH + ) 

19 10 



(^7 hfrAKS?X^75 H) 
[0 17 3] 

Mb 7 i] 

MeO^ ^ . CONEti 




[0 17 4] WWAK22.5g&'70DD*?> 200 
■IttMFU ^£f^b5F:*:^90ml£gfiTi$o< 0 a? 

!ME«rh9tHn75> 100ilfc**U OlCfcfcJfl 
200nl«f«*fll*. gi&{C#iatT 2.g$KiIJ*Lfc. 

00/1) T«»U' SEffr&«22.023g (JR*75X) ft 

[0 1 7 5] • 1 H- NMR (CDCh ) 6 ppm ; 6. 96 (1H, d 
d.J=8.8Hz, 2.0Hz), 6. 96 (1H, d, J=2.0Hz), 6.86(lH,d,J= 
8.8Hz),3.90(3H,s), 3.90(3H,s), 3. 60~3. 30(4H, br), 
1.28-1. 15 (6H.br) 

9mm 0 

N, N-i>X^)V-2-^U ; e-4, 5-*J*b*ri"< 
>X73 H 

[0 17 6] 

Mt7 2] . 




CONE t i 



40 



[0 17 7] 1? b)M>Mi?X?)V7$. F 997mg£S*lg 
lOilKttftU H*0.25mISm*.Ta»T2l$|BJ, JfcH 
•CSTCTITOIBJIW* Ufeo * £ \Z $ 6 23ml £ Jn 

50^T7P#TO#Ut&, *EET**IHj£l/&. ft 

&n&»*sB»x^T**u 



U*9>/*9J-)V= 100/1) g|2ib 

1.223g («*92X) £35#@#<!:bTftfc. 
[0178] • 1 H — NMR (CDCh) (5 ppm ; 7.00CLH, 
s), 6.75(lH,s). 3.89(3H,s), 3.86(3H,s), 3.37~3.16 
(4H,br),1.27(3H, t, J=7.0Hz), 1.08(3H, t, J=7.0Hz) 
2 1 



2, 3, 4->U* h^->7o ; £^>-if> 
[0179] 
Mb7 3] 

OMe 




[0 18 0] 1, 2, 3 - HJ;* h*v-^>if>10g£ 
fDD#M MXMfcMBU 47XJWt.#*K#8«£ 
JHKfiUllAfc. * tic** 3 £i&T35#WI» 
#L£&> KIS****!!*^ ^S?*^7-h'J7AT 

«s»l/fc. **fiftKv^^7ATKm KJEETJ81BIE 

ssu *>u*y;i/*5A^DTh^57^- (^-y- 

>/#»X^=20/l) Ttt»l/T. «Bfc&ttl2.9 
08 g 0K*88X) £«©<hbTftfc. 

[0181] • 1 H — NMR (CDCh) 6 ppm ; 7. 21 (1H, 
d,J=9.2Hz), 6.59(lH,d,J=9.2Hz), 3.91(3H,s), 3.89(3 
H,s),3.85(3H,s) gjgj2 2 
2, 3, 4-h'J^h^S/7xXJ^7it 

[0 1 8 2] 

Mb 7 4] 

OUe 



(H0),B 



OMe 

[0 1 8 3] 3*»*T, 2, 3, 4-HJ*h*v7 
n c &^>-if >5. 05 g Sf h5k F077 >50ml \Z$}ffl 
U n-7>;HJ9=-»7A (1.66N^ii->j§ffi) 14ml* 
-78tT(0o<OJD^.fc. BHn?15»|llJJ»Ufc*, F 
'J* F*->#7>10ml£«$>o< VMZ.* Si&l'fftfiLT 
•IftiJWLfc. lNimZM^ £fS£f?ibUfcft. IP 

ixfji/Tiuiu, *». *^-cflSin***Ttt*L' 
fee **«tiivy*5/7AT?«m «ET*«e*b 

T. *Eft^«»3.15gSJft«*d:bTftfc. nntt«K 
[0 18 4] gjSW 2 3 

N, N-yXfJP-2',3',4',4, 5-^>?;<F* 




->-2-lf7x-;i/73;^^v75 F 
[0 18 5] 
MK7 51 




[0 18 6] N, N-^X5 1 ;i/-2-^a^-4, 5- 
9* \-*i"<.>X7 5. F2.94g*l, 2-i>* h*->X 

)\=yi>9K 538mg£j)D;L £flT10#ltlft#b&. 20 
K2, 3, 4- HJ*b*->7xx;l^«7$3.15g, * 
UTIKK* h U 9 AO 2 ^*Jgm0ml £iD*.;!m&5I&it 
Lfc. Wllltt«2.5l»BRtf4.a»B«lC2, 3, 4 
-h«J^mr*>7xr:^*'7»*'tn-fn 1.5g, 280 
mg-foJP^., 27fl#ra&t£iI9i££f?.lkLfc. E«**7~D 

*y;i/*7A7nvh^57^- (^*-tf->/6fg&x5 1 
;v=i/2) -csiklt, mmitG® i.6oig&33« a? 

[0187] • ' H-NMR(CDCh) <5 ppm ; 7. 01(1H, 
d,J=8.8Hz), 6. 89 (IB, s), 6.87(lH,s), 6. 64 (IB, d, J=8. 
8Hz),3.92(3H,s), 3.90(3H.s), 3.88(3H,s), 3.86(3H, 
s), 3.81(3H,s) ) 3.38~2.71(4H,br), 0.98~0. 8 4 

(6H, m) 

3, 4, 8, 9-fh9bPP^>-6H-^>'; 
[b, d) tf?>-6-:fr> 

[0 18 8] 50 
Hfc7 6] 

0 




[0 189] N, N-yI^-2' , 3',4\4, 5 

1.6gSy^0D^^>15mlt*«!U -78'CIC^aiL 
fc. *£fc=|^*"7*(1.0M3>*DO;i*>»i(0 30 
ml Sin*.. SfilC#flbT3»|HHWUfc. fStf-78"C 

4& 730mg&$f^SttT / flfc. 
[0 19 0] •fflj^;>290'C 

•'H-NMR (DMSO-ds ) 6 ddid : 10. 58~8. 82 (4H.br). 50 



6 8 8 9 0 
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7.48(lH,s), 7.39(lH,s), 7. 29(1H, d, J=8. 8Hz), 6. 77(1 
H,d, 1=8. 8Hz) 

• 13 C — NMR (DHSO-de ) 6 ppm ; 160. 650, 153. 815, 
147.132, 146.585, 140.934, 133.136, 130.086,114.62 

6, 112.692, 112.662, 111.220, 111.053, 107.526 

• MS ; 2 6 1 (MH + ) 

mm 

7, 8-y/ b*y?T'J>ftt*7 (8) Z 2Lh±£z 
8 (7) bHP^'>7-7'J> 

[0 19 1] 
Wb7 7] 




(OH) 

[0 19 4] *3fHWHJ"7A (6 0 %&?!&#!&) 176mg 
oy^^*;UA73 K 3.5ml»«£, 7, 8-/tF 
D^/i'Y'J XAust. J. Chem., vol.27, pp. 269711^ 
v>&$) 356mg Sin*. 3i&-e5#Mft#l,fc. hj: 
fc. 3^k^?;H56iDl&SPA, l«|BI*»TTtt»l/ 
fc. *KT*R, Wit 300m 1 €Hn*.Tt>SlU Bfl&X 
?;H3TttWL, #ftJB£2lal*ft,. &fPA&7XtcTl 

si/fc. ->u*^;^7A^PTh^77^- (A*+r 

U 7, 8-^^ h*->7-7'J>&r/7 (8) -k HO 

**>-8 (7) *b*->7vj> (pjte^fiestt^ro 

(a) ) ££trffi«4#H(205mg) Rtf7 (8) - 
tFD*->-8 (7) ^htm'J> (nJflSfcfteS 
(b) ) j^SftSKfttt^B (79mg) S 

Vy1<<- &&un*9> :|»x^=9 : 1 fcT 
fgffi) fcTS&fciHiU 7, 8-^^ h*->^v'J> 
(72ms) 751X7 (8) -kKD*y-8 (7) 



(28) 
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53 . 

WrV> (tiMttft (a) ) (58mg) £Wftlt# 
tz. 

[0 19 5] 7. 8->^h*->?V'J> 
(0 19 6] 
[ft8 0] 



UeO' 



0^0 



OMe 



[0 19 7] 

•BWI:ll8. 7-119. ffC 

• 'H-NMR(CDCl3) 5 ppm ; 3. 95(3H, s), 4.00(3H, 
s), 6.26(lH,d,J=9.6Hz), 6. 87 (1H, d, 1=8. 8Hz), 7. 17(1 
H,d,J=8.8Hz), 7.62(lH,d,J=9.6Hz) 

7 (8) (7) *h=r'>?Y'J> 

(b) 

[0 19 8] 
[ft8 1] 




OH 

(OMe) 



[0 19 9] 
• SH^t ; 160. 4~160. 

• 'H-NMR(CDCl3) <5 ppm ; 4. 00(3H, s), 5.83(lfl,b 
r-s), 6.27(lH,d, J=9.4Hz), 6. 87 (1H, d, 1=8. 4Hz), 7. 02 
(lH,d, J=8.4Hz). 7.64(lH,d, I=9.4Hz) 
7 (8) (7) ^htv^-7'J> 

(a) 

[0 2 0 0] 
[fl38 2] 




HO 

(MeO) 



[0 2 0 1] -tttt 

• MA ; 158. 3~159. It: 

• 1 H-NMR(CDC1 3 ) (5 ppm ; 4. 13 (3H, 
s) , 6. 24 (1H, d, J = 9. 6Hz) , 

6. 2 4 (1 H, s) , 6. 9 0 (1 H, d, J = 

8. 6 H z ) , 7. 11 (1 H, d, J = 8. 6 H 

z) , 7.6 3 (1H, d, J = 9. 6Hz) 

4-7i-;i/-7, 8-ybFa*y?T'J> 
[0 2 0 2] 
MP, 8 31 



20 



30 



40 



54 



Si 



HO' 



0^0 



OH 



[0 2 0 3] tfD#D-J|/2. 5 2g, *>VMJW*M 
X?;>3. 46ml £ h U 7)V*am®. 5 ml K&»U 2 I^Rfl 
iDfMbfco HCm 7K50ml£JJD^.> £DYd£ 

&sl v?dd^> iooiuc»«u u 

T, «E{fc^*2.04g&ttfttbT#fc. . 

[0 2 0 4] •MA;U6.4~118.81C 

•»H-NMR(CDCli) fi ppm;6.22(lH,s), 6.86(1H, 
d, 1=8. 8Hz) , . 7. 00(1H, d, 1=8. 8Hz) , 7. 43~7. 47 (2H, m) ,. 
7.50~7.54(3H,m) 
S1M9 

4- (3, 4-^ h^>7i^) -7, 

[0 2 0 5] 
Wfc8 4j 



OMe 



HO 



6- 



OH 



OMe 



50 



[0 2 0 6] 3, 4-^^h^r'X>V^)Vmmx^)V 
4.33gttTO^D -M. 16 g £ h U 7 ^* D lft®45m 1 
JBA. 8R$fWMMbfc. 150»lt>fcifcH\ £U 

mxm^tc. afiicT«aE«e*L, i.7g£# 
fc. ^^/-;uj:0?lttftUT, -MttfcMEfl;&4fc350i 

[0 2 0 7] • SUA ; 274. 1~274. 4<C (##) 
• 1 H-NMR(DMSO-de) 5 ppm ; 3. 79(3H, s), 3.81(3 
H,s), 6.12(lH,s), 6.77(lH,d, J=8.8Hz),6.90(lH,d, 1= 
8.8Hz), 7.04(lH,dd,I=1.8Hz,8.4Hz), 7.07(lH,d, J=1.8 
Hz),7.09(lH,d,I=8.4Hz), 9.36(lH,br-s), 10.14(lH,br 
-s) 

mmm 1 o 

4- (3, 4-ykFPty7x-^) -7. 



(29) 



&l¥8-2 6 8 8 9 0 
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[0 2 0 8] 
Mb 8 5] 



OH 




OH 



HO' 



o"N 



OH 



[0 2 0 9] 4- (3, 4-^h^7i=*) - 
7, 8-v^t HD+->^ , 7U> 157ng(0.5mmol) 

? D D OM) 1. 5ml *iTF U&. SflfcTl. 

MH.OmlfcS&fcMTbfc. £fifcT15#ISI8im * 

137ig*ISft£LTfcfc. 
[0 2 10] 288*0 (ftM) 

• 1 H - N M R (DMSO-de ) <5 ppm ; 5.98(1H, s), 6.75~ 
6. 80(2H,m), 6. 84~6. 86(2H,m), 6.9K1H, d, J=8.8Hz), 
8.30(lH,dd,J=10.8Hz), 9.25(lH,s), 9.33(lB,s), 9.39 
(lfl,s),10.09(lH,s) 
'1 1 



3- (3, 4-^* h*->7xX)W -7, 8-y*h 

[0 2 11] 
[ft 8 6] 



HeO' 



OUe 



OUe 



[0 2 12] 3, 4-^^h*->-2-tHa+->^> 
X7JVxkH 394mgO^DD^^>llml^l^g6* 
U •> A20%#i£$30ml il*Bfeic*f h y^)W>^~ 
^A220mg, &V>T3, 4 - h^->7xnjP7-b5 1 
MD7-fH 511mg(7)> ? ^DD^^>'lliiil}§fSi£inA, 
£fi"C3l*ra»l,<tt**L£. W®S£#&U 

■BrTfcft. fifdftjfi#isfev»u *86v^->^AtTK 

£f57-f- (A^-y-> : S^BSX7 c ;l/= 2 : 1^1 : 1- 
#*X^KT»ta) KT««U tSfeft£ft 220mg£ 

[02131 • 1 H — NMR (CDCls) (5 DDm : 3. 93 (3H. 



70 



50 



40 



56 



s), 3.95(3H,s), 3.97(3H,s), 4.04(3H,s), 6.90(lH,d, 
J=8.8Hz), 6.93(lH,d,I=8.4Hz), 7.23(ifl,d, J=8.8Hz), 
7. 26(1H, dd, J=8. 4Hz, 2. OHz) , 7. 29(1H, d, J=2. OHz) , 7. 71 
(lH,s) 

mmm 1 2 

3- (3, 4-^hHn^-/7xCJV) -7, 8-yt: 



[0 2 14] 
[ft 8 7] 




[0 2 15] 3- (3, h*i/7i-;W - 

7, 8 h*->0VJ > 220ng©^£DP**> 

4. 4ii»ttc, =&ft***s>* a □ * ? >mma. 0 

M) 3.86mlStt"FU SflfcTlltWHIWl/fc. 
Kx^JUfciin*., fifrfoit 

$i2ft&ft 140w«»ftibT»&. 

[0 2 16] •M£;29TC «h») 
• 1 H — NM R (DMSO-de ) <5 ppm ; 7. 05 (lH.d, J=8.4Hz), 

7. 16(1H, d, J=2. 4Hz) ,7.93 (1H, s) , 6. 75(1H, d, J=8. 4H 
z), 6.79(lH,d,J=8.4Hz), 6. 97 (1H, dd, J=2.4Hz, 8.4Hz), 
9.00(lH,br-s), 9. 10(1H, br-s), 9. 33(lH,br-s), 10.02 
(lH.br-s) 

mmm 1 3 

4- (4-* h^->7xxj>) -7-bHn^v'J 
> 

[0 2 17] 
[ft 8 8] 



OMe 




[0218] U7;p'>y-;i^2.22g&iyt (4-^h*-> 

7i-)W 7^hB^X5fM.21g£HJ7JU:*nB1# 
llil CtftffU 2PSffliOSIItiH*l,fc. 
50 ' MkW* V/nhTJUX-^Jl/ftJlD*.. flrmivfcBMfcft 



(30) 



8-2 6 8 8 90 
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00gZ%i&tVX®tz. 
[0 2 19] •gJ^;268.2~268.7'C 
• 1 H-NMR (DMSO-de) 5 ppm ; 3. 82(3H, s), 6.08(1 
H,s), 6.76(2H,d,J=9.2Hz). 6. 77(1H, s),7.09(2H,dd, J= 
6. 5Hz, 2. 2Hz), 7. 33 (1H, d, J=9. 2Hz), 7.46(2H, dd, 1=2. 2H 
z,6.5Hz), 10.60(lH,br-s) 
114 



4- (4-hFnt-/7irjl/) -7-t:Hn^7 

[0 2 2 0] 
Wfc8 9] 




[0 2 2 1] 4- (4-*h*v7xXJl/) -7-fcF 
D + ->^V'J> 536mg$^^SH^T^i7Da^3'>l 
0. 7ml l:H U H^fc*7?ii>^ a n ^ * >®M (1. 0 
M) 7. 2ml fcgiailTfiST b fc. 30#f8MfiKTJim 
HlUt*?^* DD^ >^$(1. 0M)2. 0ml ZffiT 
U lB?fffl§&£Tl8#b;t. *£JD;iTjKj£;£f?± 

#U &$bT, gSfBfc£$l363mg £&hi<>:bT#fc. 
[0 2 2 2] -Si^; 248.6~249.lt; 
• 1 H — NM R'(DMS0-de ) 6 ppm ; 6. 05(1H, s), 6.74- 
6. 78 (2H, m). 6. 90(2H, dd, 1-6. 8Hz, 2. 0Hz), 7. 34(2H, dd, J 
=6.8Hz,2.0Hz), 7.37(lH,d,J=9.2Hz), 9.93(1H, s),10.5 
9(lH,br-s) 
II 5 



3- (4-b h'P^->7i-Jl-) 

[0 2 2 3] 
Hb9 0] 



50 



58 



M)4.0ml£jQ;L mm^M.\ZXmWLtz. 7K£MTb 
\Z**;-)l£K>m$kLX, Umit£® 538mg=£^S 

thxntc. 

[0 2 2 5] •i6^;>300'C 
• 'H-NMR (DMSO-de) 6 ppm ; 6. 71 (1H, d, J=2.4Hz), 
6. 78-6. 80 (3H, m), 7. 51 (2H, m), 7. 54 (IB, d, J=8. 4Hz), 
8.00(lH,s), 9.64(lfl,br-s), 10. 50(1H. br-s) 

mmi 1 6 



10 3- (4-* F^->7i-;0 -8-^ h^->^-7U > 



[0 2 2 6] 
Ht9 1] 



OMe 



OMe 



[0 2 2 7] 2 - t Fn*->- 3 b+^^X'T^ 
fk H lJ54g<Di?>7UU*i?>2M®mz20%m&tl 

-f F 2.694g©^^nn^>>20nl**&jrFbT, S 
fflKT-*«»U&. > J ^DD^^>(CT2[5|ttWb. 

i3flj^« 1.235g'«ISfiibTf§fc. 
[0 2 2 8] • ?M; 145. 2-146. It 
• 1 H-NMR (CDCh) 6 ppm ; 3. 86(3H, s), 3.99(3H, 
s), 6.97(2H,m), 7. 06 (1H, dd, J=l. 2Hz, 8.0Hz), 7.10 (1H, 
dd, 1=1. 2Hz, 8.0Hz), 7.2K1H, t,I=8.0Hz), 7.60(2H,m), 
7.740H, s) 
II 7 



3- (2-fcfU>W -7-/ h*->£T'J> 
[0 2 2 9] 
Wt9 2] 





40 



MeO' ^ '0' "0 
[0 2 3 0] 2-hHO^>-4-^h^>X7^ 

xtKl.OOg, (2-t'JyW -»Kx^;W.66g, 

tf^U^> 0.1ml£^77o/V-;P20mlK:J§$U 1 

[0 2 2 4] 3- (4-^h + -/7i^) -7-*h 00 < CHT19^fflflMbfCo SIStftgL, *rttibfc*S 

+->^TU>1.00g(3.55mmol)&>'^DD^^>10mlC < V^n/V-jl/CTtt^U ^f3te£<85 9 

Mb, = #Wfrfctf*5?*DD;l*>ig«(1.0M) 14.2 80mg£*SH£bT#fc. 

■l*«STbT. SfitTl«fm»ttbfc. S6t^D [0 2 3 1] 149. 3-149. 7"C 

nrt*>10nlfcH4MK*^*5>#OD 0 50 • 1 H-NMR (CDCh) 8 oom : 3. 90(3H. s). 6.87(1H. 



(31) 



#M¥8-2 6 8 8 9 0 



59 

d, 1=2. 4Hz) , 6. 89(1H, dd, J=2. 4Hz, 8. 4Hz) , 7. 27 (1H, ddd, 
1=1. 0Hz, 4. 2Hz, 8. 8Hz) , 7. 55 (1H, d, 1=8. 4Hz) , 7. 77 (Ifl, d 
t , J=2. OHz, 4. 2Hz) , 8. 40 (1H, t d, 1=1. OHz. 8. 4Hz) , 8. 67(1 
H,qd,J=1.0Hz,4.2Hz), 8.73(lH,s) 

mmw I 8 



3- (2-tf'J^P) -7-bFD^>?T'J/ 
[0 2 3 2] 
Ufc9 3] 




[0 2 3 3] 3- (2-KU5W) -7-^h^i/^V 
U > SlOmg t tf U >ffiltii 2. 0 g £ b , 210*C IC 

[0 2 3 4] • flMfc ; >30(K; . 
• 1 H-NMR(DMSO-de) 6 ppm ; 6. 81 (1H, d, J=2. OHz) , 
6. 88(1H, dd, J=2. OHz, 8. 4Hz) , 7. 55(1E, dd, 1=5. 6Hz, 6. 8H 
z) , 7. 74 (1H, d, 1=8. 4Hz) , 8. 08 (1H, dd, J=6. 8Hz, 8. 4Hz) , 
8. 30(1H, d, J=8. 4Hz), 8. 73(15, d, 1=5. 6Hz), 8. 82 OH. s) 
II 9 



3- (4-b Hn^->7x-;i/) -8-bFa*->?T 
U> 

[0 2 3 5] 
Mt9 4] 



OH 



0^0 



OH 



[0 2 3 6] 3- (4-^b*y7i-W -8-^h 
*->?VU> 1.128g&^DD/^>22nlfc»ilU 
«*»«ET, =JSMb*9*^Dn^^>««t(l.0M) 

804«£|SfiibTl§jfc. 
[0 2 3 7] • ; 257. 7*C UM) 
• 1 H-NMR(DMS0-d 6 ) <5 ppm ; 6. 82 (2H, d, J=8.6Hz), 
7. 04 (1H, dd, 1=3. 2Hz, 6. 4Hz) , 7. 10-7. 15 (2H, m), 7. 57 
(lH,d,J=8.6Hz), 8.06(lH,s), 9. 70(lH,br-s), 10.16(1 
H, br-s) 
12 4 



2- (3, 4-i^ h*->7x-M -4, A-V*9 
[0 2 3 81 



10 



20 



30 



60 



Mb9 5] 




[0 2 3 9] 3, 4-^h+->*a#K9.11g©^ 
a D * ? >90ml JMIIC?*=JW □ U H4. 35ml (60mmol) 
£JO;i. 50rfcTlPSWHlllJ»L&. «EB*b&ft, 31 
jf£^Dn.**>20mlK}g$'b. *&T, 2, 2-v 
* ?;l/7 -Ml. 4ml o * >20mli8 

BSiTFU JK^TlNffflffi^tfc. 
•«S«ffi«Htfc. S^v J ^OD^^>40ml(C^ 
U ^-;^DU h*8.7il £*ftT$)Tb. SSHHJft 

U^AICTpH=8llMUfc. fflLX?MZX2®m 

fcT£$b, &jft®#ll.7g£#fc. M^nn^ 
^>-^*-S->«fcOIHISilU SEft^H) 9.5g£i8iffl, 

[0 2 4 0] •gS^;63.0~63.5 < C 

• 'H-NMR^DCls) 6 ppm ; 1. 38(6H, s), 3.92(3H, 
s), 3.94(3H,s), 4.09(2H,s), 6. 87 (1H, d, J=8.4Hz), 7. 
46(lH,d,J=2.0Hz), 7.53(lH,dd,J=2.0Hz,8.4Hz) 

mmm2 5 

2- (3, 4-^^h^y-2-3-F7i-Jl/) - 

4, A-y^m^p)y 

[0 2 4 1] 

Mb9 6] 




50 



[0 2 4 2] 2- (3, 4-^>th + -/7i-M - 
4, 4-^;*^;U:t*l7VU>3.00g£^h7t Fa? 
7> 100ml fc**U SJMUrF. SaflCTT&Slbfca* 
5>. / U AA**>»ISa 6M)8. 8ml 
Srtfl-15t;a*&-lltK:T}rFL&. 1.5*|HItt# 
b, 39*3.78gfflrh5kHD75>60il****T 
b, £mfc#M3€T 1.5B#W8l#bfc. *5 
ml. *V>T^#Bfc§H-M)OA;fc»ra(5.4 fit /30ml) * 



61 

BfK!X3Mu=3 : 1-3 : 2 UTiStti) KTfifSJU $ 
f3fc£© 2.585g&^fttbT#fc. 
[0 2 4 3] • 1 H-NMR (CDCh) <5 ppm ; 1.4K6H, 
s), 3.82(3H, s). 3.88(3H,s), 4.12(2H,s), 6.88(lH,d, 
J=8.5Hz), 7.31(lH,d,J=8.5Hz) 
SBgft]2 6 

2, 2' -HX (2- (4, 4-v/^;!/^»-9-'/U- 
)V) ) -3, 3', 4, ^-xh^h^yfc^x-JU 

[0 244] 

[ft9 7] 




[0 2 4 5] 2- (3, 4-x^ h + ->-2-3-h*7 
x-;i/) -4, 4-^^;^*-9-^U>1.04gSr^^ 
?Ml/*;kk7$b* 1.5mltC?§»b, ^l.Olg&JP^T 

HOriCT 2.5B#flfl> 140t;KT 1. 5B^ja#b&„ S> 
^DD*^>20ml£;!jD;iT*^£iIII£U J^itti 180 
mlOi^DD^^TiSfco/c. Sfc?£<!:a8$£&fr-B:T7 
7* (100ml X 3) TttK TKtSt, »V^->^ 
AT&$U i§iK£MJEE@£b;fco ->U*y;P*7A^ 
PVh^57^- (>?^Da^^> : *$>J-)V= 10 
0: 1-50: 1-10: 1 \zxmm \ZXmML, UBit 

[0 2 4 6] -.HuA; 90. 6-92. 4<C 

• 1 H-NMR (CDCls) 5 ppm ; 1. 14(6H, s), 1.26(6H, 
s), 3.57(2H,d,J=8.2Hz), 3. 65(6H, s), 3. 74(1H, d, J=8.2 
Hz), 3.93(6H,s), 6. 92 (2H, d, J=8. 8Hz), 7. 62(2H,d, 1=8. 
8Hz) 

jHifeftJ2 0 

5, 10-i?bHa^-l, 6-v^1t- 2, 7- 
3*fr*y-l, 2. 6, 7-xh7hHPbfP> 

[0 2 4 7] 

Ut9 8] 



(32) ftl¥8-2 6 8 8 9 0 

62 

OH 




[0 2 4 8] 2, 2' -k'X (2- (4, A-^^)V 
10 ) -3, 3', 4, 4* -fh7^h* 

•>t7i^ 120mg<btfU i/yimm. 490mg£iI£U 
200t:(CT20^^D^bfc„ gfiST^m *5ml£ 
MX, ffifflbfc@ft£ji4>#8l(2500rps, 5min) 
®Ltco X9)VX-t)W *\ZXmotz'&, $ 

[0 2 4 9] • ; >3001C 

• 1 H-NMR (DMS0-d 6 ) <5 ppm ; 7. 31 (2H, d, J=8. 6Hz), 
7. 96 (2H, d, J=8. 6Hz), 11. 4-12. 0(2H, br-s) 
• 13 C-NMR(DMS0-d 6 ) 6 ppm; 110. 3, 119.6, 127. 
20 0, 137.0, 150.9, 159.3 

mmw2 1 

[0 2 5 0] 
Ufc9 9] 



0 




0 

[0 2 5 1] X7^2*fP% 5.0g£t!Uv> 125ml 

«TtHbTV^±^^^B#ifijib. yl^JH-riH! 
ft#U »TS<!:, ^fS^tl4.47g^j|6^g,t 

*»iib, 0.58gCD$Efc&#i£#/c. 
[0 2 5 2] •Si^;>300'C 

•'H-NMR (CDC 1 3 ) 6 ppm ; 2. 39(6H, s), 2.47(6H, 
40 s), 8.07(2H,s) 
• MS ;471(M-*) + 

mmm2 2 

[0 2 5 3] 

Ut 100] 



(33) 



8-268890 



63 



64 




[0 2 5 4] I7^1fh77tr-h 2.0gftKU5* 

fi-rst, mafls^tt 8ooBg#*&fi0«ft£UT#sn 

[0 2 5 5] •Bt^;>300'C 

• 1 H - N M R (DMS0-d6 ) 5 ppm ; 2. 89(6H, s), 7.95(2 
H,s) 

• MS ; 387(W+fl) + 

mm 2 7 

4, 4', 6, 6' -rh9~hO-2, 2' -K7xX a? 

[0 2 5 6] 
[ft 10 1] 

C0,H 





[0 2 6 0] 4, 4', 6, 6' -xh7-hn-2, 
2 ' -tT7x-;^*;^>B629.8gS^/5 1 ;W^;i/A 

a. K*«J;D»tt&«4b. *9J-fr ioomi£ip 

'S=HJ">T»s#U «*-r*fc. Sffift^* 14.74gtf 
[0 2 6 1] - HbSfL 5 >30(TC 

• 1 H-NMR(DMS0-d 6 ) 6 ppm ; 8.84 (2H,d, J=2.0Hz), 
8.76(2H,d,J=2.0Hz) 
•MS (EI) ;328(M + ) 
12 4. 



C0,H NO. 

[0 2 5 7] mW®. 165ml iCftftTMfti? 220ml SIP 

%.%t, rtfi«»35t:*Tr±#u&. z\n\z2, 2* -t* 30 

7x.X)bi?tl)V#>& 22.22g£'>b1*OiP;L 

**2 u 7 Mm>fcfln*.. »*x5 l ;i' 5 

00BlT2@«iaiUfc. *fitti««fifU<H6* 500ml T? 2 0 

miBft-&% 33.43gJW»fiTft»H#d:UT»6n&. 

[0 2 5 8] • 1 H-NMR(DMSO-de) ppm : 9.11(2 
H,d,I=2.5Hz), 8.94(2H,d,J=2.5Hz) 

ggflg 3 

4, 4' -v-hD-6, 6' =j£bJjn^vj£7xX 40 
)Vm 2, 6, 2'. 6' ~^7^h> 

[0 2 5 9] 

[ft 10 2] 

0 



3, 3' 

3',4-m-0-^JH7 
[0 2 6 2] 
[ftl 0 3] 



=H, R'=Me) 




[0 2 6 3] Xy^Wt" 2. Ogft^f^ATS 
ROmlK&SU KRfcUtfA 2.0g£iPA, SiStCT 
' 30$NWft#U&. ^nica^ft/^ 3.5g£flP*.> 60 

rtT5iifitim#Lfc. m i Ntmztu 

ATKttiU BWX9W 300ml 300ml OJB*tf> 

7-f- (^OD*M : *?/-;i/=98: 2) CTtHB 

[0 2 6 4] 3. 3' -y-Q-^fJH7^il 

• 1 H-NMR(DMSO-de) (5 ppm ; 7. 51(2H, s), 4.02(6 
H,s) 

• MA ; >320t; 

• MS ; 331(M4fl) + 

3, 3'. 4-m-Q-^f;PX7yi 

• 1 H — N M R (DMSO-de ) 6 ppm ; 7. 55(1H, s), 7.50(1 
H,s), 4.02(3H,s), 4.01(3H,s), 4.00(3H,s) 

• M& ; >32(TC 

• MS ; 3 4 5 (M + H) + 
MM® 2 5 



4, 4' -v?75 7-6, 6' -^kHn4->y7i- 
jtjg 2, 6, 2' , 6' -y?^F> 
[0 2 6 5] 



(34) 



6 8 8 9 0 



65 




HtN 



[0 2 6 6] nyWk-fcm (10%)330mg£'r h5t 

Jmt4, 4' -i?- hn-6, 6* -^kHD+i/y 
7x-;Ht 2, 6, 2', 6' -5>5*h>1.42g©f: 



10 



55 



9Sfc^^y-;p20iisi)DA. T*©H#««»"r* 

[0 2 6 7] •BMt;>300'C 

• 1 H - NM R (DMSO-de ) 5 ppm ; 7. 18(2H,d,.J=2.0Hz), 

6.91(2H,d,I=2.0Hz), 6.02(4H,s) 

•MS (EI) ; 2 6 8 (M + ) 
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